FROM BDSM 703 836 2021 



(WED) B. 28'02 17: 15/1^17: 12/NO. 4260034341 P 11 



Application No, 09/619 584 
Attoraey's Docket No. 016^00-190 



Page 2 



wherein » 

R, represents: (i) the -CH3 radic^; 

(ii) the radical -CH2OR5; or 

(iii) the radical -CpR^; 



Ar is a radical of the formula (c) or (d|); 



O (c) . ^S^ (d) 



X represents 




O]- 



or different, represent 



3 carbon atoms, among which the carbon 



and R3, which may be identical 

(i) a hydrogen atom; 

(ii) an aUcyl radical having at least 
attached to the phenyl radical is substituted with at least two carbon atoms; 

(iii) a radical -OR^. 

(iv) a radical -SR^; or 




8 

5 



08/28/02 WED 16:49 [TX/RX NO 7692] (2)011 



FROM BDSM 703 835 2021 



it 



(WED) 8. 28' 02 17: 15/|^17: 12/NO. 4260034341 P 12 



'619.584 



Application No. 09/ 
Attorney's Docket No, QlfikOQ-lQCl 



and R3, taken together, form with the adjacent aromatic ring a 5- or 6-nicTnbered 



Page 3 



ring optionally substituted with methyl groups and/or optionally interrupted by an o 
or sulphur atom, 

with the proviso that: 

R2 and R3 caxmot both be hydrogen; 

R2 and R3 cannot both be a radical -OR^; 

R;, and R3 caanot both be a radical -SR^; 

when R2 is hydrogen. R3 cannot be a radical -OR5 or a radical -SR^; 
when R2 is a radical -ORj, R^ caimot be jiydrogen or a radical -SR5; 
when R^ is a radical -SRs, R3 cannot be a radical -OR5 or hydrogen; 
when R3 is hydrogen, Rj cannot be a radical -jOR^ or a radical -SR^: 
when R3 is a radical -OR5, R^ cannot be hydrogen or a radical -SR3; 
when R3 is a radical -SR;, R^ cannot be a; radical -OR3 or hydrogen; 

i 
I 

Rd and R,. which may be identical or different, represent a hydrogen atom, a 
halogen atom, a linear or branched alkyl radical having from 1 to 20 carbon atoms or a 
radical -ORj, 

R5 rqjresents a hydrogen atom, a lower akyi radical or a radical -CORio 
represents: 

(a) a hydrogen atom; 

(b) a lower alkyl radical; 

(c) a radical of formula: 

I ! 

i 



ygen 



iD 

m 



O 

o 
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N 



\ 



or (d) a radical -ORh 

j 

- Rg and R^, which may be identical or differ^t, represent a hydrogen atom 'fn a 
lower alkyl radical. 

- Rjo represents a lower alliyl radical, i 

- R„ represents a hydrogen atom, a lineifr or branched alkyl radical having from 1 
to 20 carbon atoms, and alkenyl radical, a mono^ or polyhydroxyalkyl radical, an 
optionally substituted aryl or aralkyl radical, a sugar jesidue or an amino acid or peptide 

residue, j 

i 

- R' and R". which may be identical or diffejrent.^ represent a hydrogen atom, a lower 
alkyl radical, a mono- or polyhydroxyalkyl radical, an opdonally substituted aryl radical or 
an amino acid or sugar residue, or alternatively, taken together form a hcterocyclc. 

a salt thereof or an optical or geometrical israner thereof. 



34. A compound according to Claim 3:1 
alkali metals, alkaline-earth metals, zinc salts and 



35. A compound according to Claim 33 
consisting of; 



, selected from the group consisting of 
organic amine salts. 

, selected from the group 



m 



o 
o 
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5-(3-tert-butyl-4-methoxyphenyl)-2-thiopheneacrylic acid, 
5-(3-tert-buty 1-4-methoxypheny l)-2-thiophenpropiolic acid . 
2"(3-tert-buty l-4'methoxyphenyl)-4-tliiopheneaqrylic acid , 

4- (3-tert-butyI-4-methoxyphenyl)-2-thiophe;neacrylic acid, 

5- (3,5,5,8,8-pentamethyl-5,6J,8-tetrahydrp-2-MphthyI)-2-t^ acijd, 
4-(3,5 ,5 , 8 , 8-pentamethyi-5 ,6,7 ,8-tetrahydr'o-2-naphthyl)-2-thiopheneacrylic acid , 
4-(5-6 , 7 , 8 -tetrahydro-5 ,5,8, 8-tetramethyl-2-najdithy l)-2-tIiiopheneacry lie acid , &nd 
5"(3 ,5,5,8, 8«pentamethy 1-5 ,6,7. 8-ietrahydro-2-naphthy l)-2-thiophenepropiolic acid . 



36, (New) A compound according to Claizn 33, having at least one of the . 
foUowing groups: i ^ 

Rj represents the radical -COR^; | 

I 

At represents a radical of formula (d); : ' 
X represenis the radical: 




or 



aromatic ring a 5- or 6-inembered ring. 



Rj and R3, taken together, form with the adjacent 1 

optionaUy substinited with methyl groups and/or optionally interrupted by an oxygen or 

i I 

sulfur atom. ! 




> 

i 



o 
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37. (New) A compound according to Claim 33. wherein Ar is a radical kf 
formula (d). 



I 



J ~ V J/ 



38. (New) A pharmaceutical composition comprising at least one compoixnd 
according to Claim 32 in a pharaiaceutically acceptable support. 



39. (New) The composition of Claim 38, 



least one compound is between 
composition. 



Wherein the concentration of the at 



0.002% and 5% by Weight of the pharmaceutical 



40. (New) A cosmetic composition d)mpijising at least one compound 
according to Claim 33 in a cosmcticaUy acceptable sdpport. 



41. (New) The conqjosition of Claim 



40, Wherein the concentration of the! at 



least one compoundlis between 0.002% and 5% by weight of the cosmetic corapositibn 

I ' ' 

42. (New^ The composition of Claim f), wherein the composition is suitaih 
for body or hair hygiene. 



43. (New) A compound according to C:iaim 33, wherein and R3, talcen 
together form with the adjacent aromatic ring a 6-membered ring substituted with methyl 
groups and being interrupted by an oxygen or sulfjur atom. i 



3 



o 
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44. 



(New) A compound according to Claim 33. wherein R' and R" taken 
together form a heterocycle. i ; 



JS^ (New) A method of treating or inhibiting symptoms of a keratinizatiln 
disorder, the method comprising administering in effective amount of a bicyclic arobatic 



compound having the general fonnula (I); 




wherein, 

R, represents': 

! 

(i) the -CH3 i-adical; 

(ii) the radic^ -CHjOR^; or 

(iii) the r^didal -COR^ 



m 

3^ 



o 
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At is a radical of a formula selected from formulae (c) or (d): 



(c) ^ (d) 



X repreiient$ 




or 




1^9 
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and R3, which may be identical or diffelrent, represent 

I 

(i) a hydrogen atom; 

3 carbon atoms, among which the carbon 



(ii) an alky 1 radical having at least' 



a: least two carbon atoms; 



the adjacent aromatic ring, a 5- or 6 



attached to the phenyl radical i$ substituted with 

(iii) airadical -OR^; 

(iv) ap-adical -SR^; or 
R2 and R3, takjen together, may form, with 

membered ring optioi|aHy substituted with methyl ^oups and/or optionally interrupted 

an oxygen or sulphur jatom, 

i 
I 

with the proviso that: 
R2 and R3 cannot both be hydrogen; 



by 
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Rj and R3 cannot both be a radical-ORg; 
R2 and cannot both be a radical -SR,; 

when R, is hydrogen, cannot be a radical -OR, or a radical -SR,; 
when R, is a radical -OR,. R3 cannot be hydrpgen or a radical -SR,; 
when R, is a radical -SR., cannot be a radical -OR, or hydrogen; 
when R3 is ^ydrogen, cannot be a radical -OR, or a radical -SR.: 
when R3 is a radical -OR,. R, cannot be hydrogen or a radical -SR,; 
when R3 is i radical -SR., R, cannot be airadical -OR, or hydrogen; 
R, and R„ >|hich may be identical or different, represent a hydrogen atom, a 

! 

h^ogen atom, a Imear or branched alkyl radical having from 1 to 20 carbon atoms or a 
radical -OR, , 

R5 represents a hydrogen atom, a lower alkyl liadical or a radical -COR.o 
R(i represents; 

(a) a hydrogen atom: 

(b) a lower ^lkyl radical; 

i 

(c) a radical of formula: 



N, 



\ 
R' 



or(d) a radical -OR,, 

I 

Rs and R,. which may be identical or different, represent a hydrogen atom or a 
lower alkyl radical, ! 



o 

Q 
< 
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Rjo represents a lower alkyl radical, 

R„ represents a hydrogen atom, a linear ior branched alkyl radicil having frojn 1 to 
20 carbon atoms, and alkenyl radical, a mono- polyhydroxyalkyl radical, an optiobally 
substituted aryl or aralkyl radical, a sugar residue or .an amino acid or peptide residue 

R' and R", which may be identical or different, represent a hydrogen atom, a lower 
alkyl radical, a moAo- or polyhydroxyalkyl radicial, an optionally substituted aryl radical or 
an amino acid or sugar residue, or alternatively,; taken together form a heterocycle, 
a salt thereof or an optical or geometrical isomer thereof. 

i 

46. (New) The method of claim 45, ^herein the compound is selected frdrn the 
group consisting of: 

i ; 

5-(3-tert-butyl-4-methoxyphenyl)-2-thioplieneacry lie acid , 

5-(3"tert-butiyl-4-methoxyphenyl)-2-thiophenepropiolic acid, 

I ! 
2-(3*teit-buLyl-4-methoxyphenyl)-4-thlopheneacryIic acid, 

4- (3-tert-butiyl-4-methoxyphenyl)-2-thiopheneacrylic acid , 

i 

5- (3,5,5,8,8|-peniamethyl-5,6,7,8-tetrahy<lro-2-naphthyl)-2-thiophenea^ acid. 
4 (3 ,5 , 8 , S-ppntamethy 1-5 , 6 ,7,8-tetrahydro-2-naphthy l)-2-thiopheneacrylic aciJl , 



4-(5 , 6 ,7, 8-i^trahydro-5,5 ,8 , 8-tctramethyl -2-naphthyl)-2-thiopheneacrylic acid 



5-(3,5,5,8,8 



, and 



pentamethyl-5,6,7 ,8-teirahydro-2-naphthyl)-2-tiiioplienepropiolic acid 



47. (New) The method of claim 45, v^herein the compound hks at least orie of 

the following groups: j 
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I 

Ki represent xht radical — CUKg 

i 

X represent|s the radical 



R2 




^3 i 



R2 and R3, taken together, form, with the adjacent aromatic ring, a 5- or 
6-membered ring optionally substituted with methyl ^oups and/or optionally intermplcd by 



I 



an oxygen or sulphur atom. 



48. (New) The method of claim 43. wherjein the keratinazation disorder is a 

' 1 
disorder which has a bearing on differentiation and pk-oliferation. 

I 

i 

49. (Ne\y) The method of claim 48, wherjein the disorder is selected from the 
group consisting ofj common acne, a comedone, |apolymorphonuclear leukocyte, rosa|Cea, 
nodulocystic acne, kcne conglobata, senile acne ;md secondary acne. ; 



50, (New) The method of claim 45, 

group consisting ofj ichthyosis, an ichthyosiform 

r 

keraiodenna, a leucoplasias state, a leucoplasifo^ 
(buccal) lichen. 



^herein the disorder is 3elcctcd froin the 
state, Darier*s disease, palmoplantar 
state, cutaneous lichen and mucous 
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51. (New) Tbe method of claim 45, wherein the disorder is associated wjith a 
keratinization disorder with an inflammatory and/or |iimnunoallcrgic component. I 

52. (Nejv) The method of claim 51, wherein the disorder is selected from the 

I ; 

group consisting o^ psoriasis, psoriatic rheumatism, cutaneous atopy, respiratory att^y and 
gingival hypertrophy. 



fri 

o 

o 
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